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1. X I&%kkiradd
R-CH,—N N—R? |
\_/

EF.

RIZwtg AR XA, €& 84 Ph R 2-k AR 3-EntER
£,

R*5Z Ph’ & Het.

Phf Ph’ HtBIBAEXE, IHANMRASAETRERRKY,
X AZ# F, Cl, OH, 0A, A, CF,, NO,, CN, COA, CONH,, CONHA, CONA.
H2-K 3I-Eg A ERK . BB,

Het oo 2k, o A Habe A4 BLA THRMF, Cl, Br, I, 04,
CF;, AR NO,ERRK-_BK, o

ARBAE1-6 A MCRFHREA,
BREAFZETHRSOGE.

2. BEBEARRK1IGATRREGHAELSE .

(a) 1-(2-#g &)-4-3-3-%5 &) ¥ X)) %% ;

(b) 1-[6-(4-AXKE) bz -3-AFE]-4-Q2-F2 &) %k%;

() 1-4-REAXRX)-4-C-BAEFT ) k%

(d) 1-(4-AXK)-4-[6-(4-RAREXE) -3z AT L] ok%

(e) 1-(3" -R-3-HRAEFTX)-4-QC—F=w&)%k%E.

3. HWEBRRBRMNER 1GXIOREFTEDAELES T X, L5
METEXII A4 EXIIIREAMRE,

2
HN  N—R I
_/
2T REAELT@EAALHGAE L,
RL-CH,-L 1l

Hog.
L&Cl.Br-~I.0H. 0-CO-A. 0-CO-Ph. 0-SO,-Ar. Ar K& % %
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ZTERE AARARE, I F—PLREHEALGOHLAR. REH
FTHEBRAGHEXEA, &
REAL@ARINGE L,
BRAREETRAIVASGHEXVREHRE
H.N-R? IV
EYREAELAMRIGS L,
X1

R1—CH2—N< v
2

X
A XP X TARMALRFAS, #Cl.Br. 1. OHRALRE.
A OHAH, MR AAEGARIHGEL,
RARNEATRAVIRAHEXVII LGP RE
X1

RQ—NQ/XZ Vi
AP R XFCAAEXTEBEOEL,

R'-CH,-NH, VII
EEREALLFREGE L,
SKAREETRERNLE—RELH, GRENAELTH@E X I
B, ECEA—ARSATERLR /S — A% 5 A5 CC
/R CNRRE—A RS LR T,
RABEETREAIMARLE—HLeH, GREBELETES
XIARE, BEEA—AREATEN S RO RARE—A RS 4
e £
F/ABEET, wRAE, HRE R B/E R HLAS—AKE R
$a/% R R 0A A B @B A& OH & B #= /& 474 CN.COOH % COO0A
AE, F/% HEETHEMRE N EFRELR/EBEAEL
WAIBRBLARARITREGRRALE .

4 HEBHPROTE, ABEETHX I RoHP/ALLm
FETREOREE S~ BE . RERFRE RS M 53— H

1

3
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REEGHEHH X .

5. —#HFHYW &, AR EATECEEES—HRAZRLIK 24
—BAHE RS/ REERZETHZOHE .

6. BREANERIK2E—FNEVEY AL EEFLETRELY
SEANEHWTORE.
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EADAZARBERGRETEDY

& R 4R

FAEAGBREAMDASTHEABFNRG S Okl tht) — Xokdit
AVNBRENET . SHAMBRRETADNED A RUARECNEHNE
RTEHRF/ABGEE. WA. FARGHIa9RZ.

FEHEAK

CEAAX I o eNM B F LTSRN LLAER
QHEFHE. X LoD RSCEERE, 5D24# D3 Lhhlk,
€ D4 ThAHER (5 Greese FALBMBSEFZLE 46, 377
-381 (19T v ¥ wBEEMSG Z &) ; "H- FRHKRTRUEH S OB THK
FABEHOASECR D4.D3 D2 24 (BB . ShiEHENT,
Baltimore MD 21227, USA) etk . I XS YWETELEAEATE
EURFRAR. LR . WA, EC. RABEAHRS . EHEFTAXK
PMERKE . ENATHENZE242EH, T2t 5-HT,-X 5
o 5-HT AEBRWHHER . 59, BEMESWEA S-R et fod
PR . ENHHRRL-BERREERFL TR LS (Cossery ¥
A, BM B @ iE 140 (1987) » 143-155) . EMEH T Sk
T DOPA ERR G T d 5-HTP EAR T/ (Seyfried T A, B
MBEEERE 160(1989). 31-41) . shob, GAREH THARKE
aEAR; B, AHEANSTETOAEGALSZSZSORAT (#
SHR/Okamoto/NIH-MO-CHB-Kisslegg; # %, % B Weeks # Jones.
SEEWFEEREFS4LE 104(1960), 646-648) » T umLF
BREXESHELEMN IO REARKT . ENETETAGFEHKE
BE (BEY) H68E, DPRFFABAHEE M.

EAARAE

AEXPHGEGREAARATHES S HALED .

AEAFEXT GRETEY .

L CcH,—N N—pR2
R=CH,—N N—R I

Et.
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R AZ®EEAZER. CIEBHPh K 2-EDERI-E5 L L RN,

R*% Ph’ X Het,

Phf= Ph> B IWAHXE, TANMKRAZETRZRBRNKY,
HA#F, Cl, Br, I, OH, OA, A, CFs;, NO,, CN, COA, CONH,, CONHA,
CONA, &, 2-% 3— &£ FBA . —BRREZL BN,

Het Z4afety . L oF AT FEFG, BHS5-10 KR T
GERIAFERE, ATRBALE LRI 2ANBRTFF/R1IH2A0R
F, FRBGREFEAFTHRMEF, Cl, Br, I, OA, CF;, A &K NO, FHAK
R, Fo

AZRBRA1-6ANCRTHRE,

BEAERZFETHSHHE.

Hit, X I PFeN 2B ETEIORMRETHERE
RE . WY . ARy . AAWHEF/ ARG 5BGEHEN
Ra, HFAEETHAHELAGZHEERT O T RK.

FAERATEXN T OREITEY, FFTRENGERZZLETEIOR
Ho k3% .

EAAREA1.2.3.4-5%64, HAZL 1R 2 M HETFHHR
A, B TE, wbFACLE, ERE, FRE, ETRA, #TEIK
TEA. A RBATRE, WX ACRAE, ERAL, ARAL, E
TERE, ATRA, FTRASIKRTRE. NHAKRZA T AL, sbobix
ALRE, #ARAE, ETAK, ATAE, #TARAEIXRTAE . NA,
REH-_FRE, MIFAN-TEA-N-FREA, AL, —ERAE,
—HFRAEAR-_ETRA. TR, CONHAKRZA N-FTRAALTREXK
N-ZERATEE;CO-NL,KEANN-—FTREAATRERNN-=C
ERETEE.

EBARRBAABRRG M S-E L EFRAKGEXE, RBRAGK
# OA. CN. CF;- F. Br & Cl $BRMGHKEXE, AZTHNRLZHK
—kwyi . AEAHA-. A-HA-F-XAEARREY 2-. 3-R 4-%g K.
WwRRAEBRRKIARKGaber £, MEXH 3wz k.

FARHKZEARBRKGKXHEF. Cl. Br~ OH- OA- A~ CONH, -

6
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COA. CFs. CNA/& NO, #-, —-HZBRNKWGER, 2 EUHRK
# Het, Het A THR4LAA 1, 4-%K 5 0B, 2-. 3-H 4w A&,
2-. 4-, 5-H 6-FwEK, 3-K 42 EHk, 2-F 3-nEE.

He R PhEFETE AT FERA KA LR HFLAA TR
FgRXFRE, X—AWER TEALA.

B, XAPAALASTRIH-LEX IE4H, AP L@ARAY
EAATEVA-ANEALLHL E0AEL X TH—F. LA
MAESHTHTEX lad Ik kA&, EN5X 145, AL
FRAE-FHAHEGEAALAX I T E04L, 24 +:

£ la¥, R'EES & ERAS 3-RE;

£Ib¥d, RBE 2-gRA;

Alcd, RREXE, ®RIA®XTEARERE, CNEARZAR
KGR EBR G ;

AIdF, RAKEE, AaRIZARRHR——. Z-RZBRRY
F A
Eled, RERER AREZARKGXERKE 1, 4%
RESCH, Xi=kvhi, wrEk, i, XEEXERTAE;

AIfd, REIaX Ib ¥4 EH4 MR, @ RPE—— =-%
ZBRAWERL;

Algd, "5 IaX Ib P2 #H4 AR, M RPZERKAKRK
BAGRRE, A, wEARREX;

A£Thy, PRE2-FREA, ARAALERKGEERZLES4EL
RAR B ber -3-K;

EIiF, RRE2-FRE, ARIRKGEERRK G RE-3-
A, BRARKEKLESH OCH, F & 2-% 3-E i,

AIkP, RETabv2 894 LHE, ARAEZEEIA-&K
H-BEE.

AEXPEFEX IHRETERNRARAEGNE T &, AL T
X ITAEGHEX IIIREHE L,
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HN N—R? 1
_/

AP REALDARAAA L,
RL-CH-L I
X
L & Cl. Br. I. OH. 0-CO-A. 0-CO-Ph. 0-SO,-Ar, Ar K& %X
EAFTEE, mARARE, RF-ACA BN O AR, X
EHFBRBRAGBELREA, F
RIAEA L&A GE L,
RARREETEXN IVHABEX VILEB AR,
H,N-R? IV
E¥RAEAEHIIGL L,

RLCl-lz—N/_/ Vv

Hi

X'Foe X TARMBRARXAFEN, A Cl. Br. I. OH R LB,
TRRAHG OHAH, " RAAFLEGATIGE L,
XREHELATEX VIS HEX VIIVEGH R &,

x1
RN
N\_\X2 Vi
EFR. XFHXEALELFELLEGS L,
Rl_CHz"Nﬂz VII

EFPREALLIFRIAGS L,
REHEETAZRNEE-—HLeH, BEPHAELXEcTREX ]
MR, RELHE—AXREATEREAR /X —ARSAHNY
CCH/RC-NERE-AIXEAELRT,
RERELETRENIBRANLE —FE4W, GREWAXECTE
5X 1 AE, E2E4A AR SATENIBOLARE A
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3ANMERT,

Fo/EXFELET, wREE, BEAARP/AREALAF—AXLAR
/AR, PliwE A 0OA XA B A OH X B /K474 CN. COOH X
COOA K Hf, Fo/, P iEE THHXAF NRFREMMF/REH
AXIYRARALIARIAETLEREAS L L.

o, X I S TR (Hehtf kP Houben-
Weyl, Methoden der Organischen Chemie[AMiLF P& F %],
Georg Thieme Verlag, Stuttgart; A MK K, John Wiley & Sons,
Inc., #%; DE-A 41 01 686 F) A MAR LC ot F5 E4 &,
LAt TERARIAGREEGREEEH THIT. LA THER
AR LGB AP REH; —FHmBpE oy T4,

WREE RMEERYPOFTEORALTARIE —F 5 Xk
BR: FREMEBERERA YL E, WAIPH—-—FTHEAEHFHX 1 4
&4 .

W, NI X Il 4HRACEE, REFALHHX I
FoXIITREGHEEH S LW EMLITE.

SHX IR BEIE PR, FTATEFSEZHE, Hd
R Q- LR ERME G RLES X PR-NL & X RITAH. A4
EMEHRRABENEHEE, X5 X Het-NH, 8 KA K 65 %
FALS W R E.

ME, X III e, FRLS Y., EMEDRBEETLDR
Sheth, FEESHEHEATTRHLERMS. s, AB4édHb
TRt hBdERe, AFEAKEZHAT, LTXFHENF
ABRREEmANE. Fd, XN IIIAAGBALTEIHEALIIA
X R-CH, (5% Fm#lfF, dlro@id AARKRE, XFHBLTHX
INIAASGH PRAAGEDLBLATRAGER L. Bk, #e, TH
OH A H LIS A SR FRTFHRRRE.

e IIE IIIHRETARIRTELOA EAEORELR
B 7 ki, EAENAFET, PREOEWNE, XBERS TR
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REZEHETFTRASGEETRBE. R, LATHRERENLSDE
BHRENGALTHARE. CENENGEHERE, #FoXk,
WE, —FX; M, AR, TH &, k7%, L&, F&
B, ETH,; &, #hwi s (THF) X —HER; 8K, #o—_F
AFPsa (DMF) X N-FEARERE®R; B, #LHE, pR4E,
LTARXEFEHNBAEBRORELY, ARASKBRY RS, Mo
ABESH, HihAR2EAALE. REEERE. BREAR
BE% BREILEALLY. RILEBREIARIEEZRAL,
AMABRERIABLEENAIGHRE, RENF. AXBE, X
ERARANBRELZ LR, —FEAER. RRIEH, A AL E
X ITRETAEDRASSG. BRI EGES, REWREES4
B 14 X2 W, RALEBEALN 0% 150C 2, #¥F4E 20 5 130
Tz q.

B, TERX IVHELSX VLS HEAEERNEX IREH.

BE, XIVHBERCG. RAAECNTAIH T REGEGH
Kb mbl i, aAEASHATREAFTCoORHAF, A
¥ 3R 6 A4 B AF

$lde, BiTHX: A 00C-CH-N(CHR') -CH,~COO0 %3k 6§ — &3
# J& 1% %) X, HO-CH,—CH,-N (CH.R') ~CH,~CH.OH #t.&-%1, B %, X4
#, #id5 SOCL X PBr R R THAEAX VAL H.

X V 4o Tidd X HN(CH-CHX') (CH,—CH,—X?) 894+ Bc 55 X,
R'-CH,-Hal (Hal=Cl, Br)#j X% B & @ &) 47 .

ATHEXN IS, ETRAEXVIREG S S X VII G ER L.
XVIaHmEX Viamehanm, FTEEHNE. X VII4AS
BEX VHOBRLIFHEGERL. 4, X VIIRETHARAEARE
E it Rl 5 k4%, ¥l Gabriel & B ik.

o ViV, 344 VIE VIIGREFH AN T KoH
AimaRELeF iy, eNCALITHE.

Foh, B AERMNERLA - ARSATERAAF/L—A

10
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REARASHCCHR/RC-NEREBERTHHALTHHX 144
%, ARAEKAAE-80CEH 250CHBAET, EEF—FHHEEMY
AT A7,

TEREA (THREHKGEAT) #202, BAPHE, £4,
FEABBARL (HoTPERBERE) , N-FE5sE, N-FAXo0-
FAR.

BRULE, ATRERESAE A, ALABLAREBAXEAL
HEAH, KBRS RELSGHBEILERAHERLAKX T 4P, R
HBAHESAGER I THRAATRAH#EER. ATX -8,
hEERMAELRILSLE ALY, LA Wolff-Kishner R R
B, FAALAAEIRLEBILGLERRE.

R ANELEALERN, Fide, CTHEALABTRIAARILES
EmPELr. #lide, TRARAG5RLEBEAANDERYBESDIRE
EBReRSY. RAXRAR L. FAKE. TH. XHXHF
EEBAERTHARS —HRLBLRLEN. FHSMLTRA LR
BAERTFTHEREGE, PROVETRALE. RETFEMAR
MALELSKBHERIAKBERATHALFRBERF. ZABRELTE
kB btir, FEGIERAKRARER TR,

FHATHANAAREAGERNRE S EBARY,
LiAlH,, NaBH,, =% T X &4t 4% X NaAl (OCH.CH.OCH;) .H. # T A }%.,
w R EEThAELHN 4 BF,, ALCL, & LiBr. K ANESTHANY
AMNAS, W%, —ETH&, THF, —F%, —HH —F&X 1, 2-
—WERALKE, RABRWE. B4 TANBLWZERAEHENE X
A28, wYBXLE, HIEAK, RAKBH. SERIEFE
M, RRBRE B EE-SCH 150CHBET, HHNA2L£Y 0354 100
Toym BT AT

Bhie b eg-Co A A TH S A BMA M THF F65 LiAlH £ 0 3
66CH=ETERA CLAHR.

A TEF) B Wolff-Kishner 95 k¥ — AR EABEEALR

11
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A CHAH, Plo@dtRAELKLHTHAKMKEY 150 5 250CH
BETHERALE. BATAHAARAEDBELHN. ZERR LT
VA ¥: % Huang-Minlon Fk E4, B3 5 KESEMAETEAREHFBEA
S ENENE R =R, AR ARRAGFET RS
RE. B%, ZRAERASBHEL 3-4 .

MERKERBH, MIBAMKEERRIY 200CHB AT M.
% Wolff-Kishner R RRBELTEERTA-FERYH A MH
7.

O, LTHAAAALLEIRLE, Pl ARG HEALER
AEREEEREE. AFX, #d Cl. Br. I. SH, AL X
HATROHAH, THAHEK. AH, BIRLEAALRE, AL
V& b 69 PAd/H, TH A X4 N A H.

LEF@E5X I ASAREA - AXRSATEMNS BOELAR
HB-ARSAHRTAONASDHTHENTB, HHAKMH, FHX I
e,

ENSBEEGREATAREIH 5 X 111 HEstEsHh —A
EEATENSBGEARE - AXSAHETFHXIIREHGR
B £ 3.

Wi, AAAR LT ETHX ILEGIHAUCAFAHA]
4%,

% R'Z 4 CONH,. CONHA % CONA, ARG EHAX I &% T
AA AR ABORSEGRAGX T oW TEFR. H5bEF
THREEERERKG X 1 4b4% K WF 5 85 A 16 B ki
BEEL., KO HERREBRARSAF/HTRAE. ZAEK
HAEBKN, HloBt Lk, pPHFRIERL_EBER N-(C-=
TERAAA)-N-ZABR K, WIEZAARBRE (XL B
MAL%¥ (Angew. Chem. ) 92, 129(1980)) , — ¥ ABBE & &P
H2-TLERE-N-TEEFA-1,2-—SSHhBLAT, EHEEN, 4
WA RE PR, B4 THF X -WER. Bl DNF X=FX

12
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L. B, A4-103% 40C, 4% 03 30C ey B Tt
7.

2E, RARABRGEMNMETHBAIABEFERERRNE
B, Bl B =R TBA/ELN (4% (2), 184(1985)1 X A POCl,
(AHAFHE 26, 1003(1961)) .

ARBRTRARAN IR ELIAEGERRE. ERATERR
MBEIRTAAFFETRESGLAGARL, Hib, TRUEALNLR,
P, SHBRLEBRERE, REPERR, AR, KEH
R, BRI EHAMNE, PR AW, BXExN, FRAY
(araliphatic) , FHRRXLHKEN —AXSTLER. REIHAR,
E PR, LB, A, HIAR, —CLELER, AR, BEAR,
BB, L&, L&, L& BAc%k ¥R, XAFR, Xk
B, -¥RAARR, AR AHER KKh®K, HR, FHER, ¥
BBRALHERE, LR-BR, 2-BLLHER, X58, STPERR,
EBgiE _ge, +t-RKEAR.

wREZ, RESTFTHAALRBELAR, ZHNEAIARRLS
S sy, SR, BRAXERILE, FTHX I GFFHMN
et Bl k. EX IS WEAHIREAGAHAEBRALT,
A AR RLTHALE. PENRIBRLSEALALY, BRLEEE
R4 X T8, FRBEH X NG H IR

AXPEFEX 1 o P et B2F LIRS HEAF S
b Ak, HANRZGELFEE. SNTAEES —HEKHBH
ABHN—R, wREGE, HE-—HASHARFRASLEEHARS
XM HHHX.

AXREFTREALY, KN EH, L x2S —#HXN14eH
/XA AERFETESHE, BRFPHTARAPFLEFTHEY
Y. SEARBARAETHA (Arofk) . EHIIAHFLEH I
BR4LEHAUEAERBGANK NI T, Frk, HWhh,
X8, RL_8%, BK, BALA YA BIEN, BREE &

13
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BRRLER. ATHALEHGHHHBXKHNZAMN, BGFORA A,
BE, BER, RE#NA, BHIALN, ATEMILHHEHE X
Ak, RedERKER, RIXAEFHR, LRIHEAY. AT
RALHEGEPHBAEZKE, BHIBHN . @ TEGHLLEHA AT
BABFBATHORATH P ETER” &

ERF G THITRER/ROSHH, EeBh A, GRA, &
M/ REBEHMN, LA, ATHAESEEGE,. 25, FEH. A
S Fo/XEH . REFR, CNETEL—HRSHFLEERERY.
Blde—# R S HEL.

NI RSP ENGAEERZLTREIOETATARGUEGE
BREROGET .. eNETEAYBRHEZL445RB, B2 5%,
WA, BRRA, FA2>EE, BEMEEL, &v, RAREFHERA,
MEERBF/IEFR, ARZAEASFGHEER (FRa-F L
0BT  REALSYETATAIRERERZ, SleMTERA
Bt KE, BRABKRE, 2LAHAL, 2HANESE, FH428
Flil, R THTHREREABERA (BlRkA) . BHRAR
FEFTEXFZAXRADREIN FTRATEHEFABEE (BET)
MERE, PP RFXBEHF LM .

BE, BRAANGYRGLEE5RLETRAGE S (Flkk
AR, —AZXAATH) X4, RAFEEHNEY 0.2 3 500mg, 4%
2 0.2 % 50mg. BHEMEA L 0.001 2 10mg/kg & . KMGH T
XHEEEFEYH 0.2 B 500mg, HH A 0.2 3 50mg. BHERZAY
0.001 #| 10mg/kg & MG M E(HF LM F2 0.2 F 1ng. 4 0.001
3| 0.005mg/kg &) AREZETRAGEA REANEY, S THAEER
HERBHNEAFEEAE 10 2 50mg. T, FARAGEEAHNERR
RTEHRBE, Pl AEGCALEGHORE, F&, K, BEKRA,
A, BFERR, SHGHEARE, R, EHFHIELATY
RENRBREEFANERGPERE . R ORE Y.

Btk 3365 X

14
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ARTEREBF, “FALE 23 REEE, ALK, #R
FHR_EFTRER, REHASE, ANBARARA TR, SEHF
AR, B FYRAEREG#EA/Z AT L Hhmet. BEATE
. REMRANABKEEEEELFRG. M+1 A2 A FAB-MS ( Beik
RTIXRER#E) B,

L 1

¥ 2. 04g 3-RPE-5-FKXatw ( “A” ) (HTiEd3-FR
-5-F At a9 K H §4b( radical chlorination)m %) J# 1. 62¢g
1-(E-%k% T 200nl 28, FHEARSPHATRTHRE 6 0,
ZEALEE, F3 1-XX-4-[G-XA-3-wwX)FRI%E,
m. p. 83-85TC.

Bit ‘A ERATHREEEMBBZH TS A:

5 1-QC-RER)RERE, BE=HR 1-2-R¥EHX)-4-[(5-
FE-B-mw A)FRAI%E, nop. 217-219TC;

5 1-Q-FREAFXR)RERE, R 1-2-FREX
A)-4-[(5-KEX-3-w A)PX]%kE —KEMW, np. 235-2367C;

5 1-QC-mA)%REREE, F8 1-(2-ese i) -4-[ (5-%F%-3-
W A) FA]I%%, mp. 103-105T;

5 1-B-ZfFEAERX)RERE, HH 48 1-C-ZAFH
E)-4-[(-F X3 &) PAI%%E, n.p. 216-219C.

Bt 2-RPR4-EERTERATHAREEMNEFATAY
R

B 1-%kX%ERE, F3 1-FxE-4-[@-FRx 2% k) PX]
%%

51-Q-RER)RERR, 53 1-2-AKE)-4-[(4-FK-2-
B ) TR I%E;

5 1-2-FREXL)REAR, 73 1-Q-FRAXRE) 4
[(4-K 3 -2-wboe ) ¥R Iv%;

5 1-Q-mm )% L L, 3 1-C-w i) -4-[(4-FHh-2-

15
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R A) VR vkvk

5 1-C-ZRPEFX)RERE, H3 1-G-ZRFAER)-
4-T(4-%X -2k ) PRIk k;

5 1-QC-FRE)%RERE, FF 1-C-FRE)-4-[(4-FK £ -2-
Mo ) PR vk,

Bit 2-FFE-A4-U-REEAIMRRERTHRRE L4030 1F 3
T 5 % -

H51-FXERERE, A 1-FE-4-[(4-G-REX)-2-%e &)
¥R vk

5E1-QC-RER)RERE, £33 1-Q-RER)4-[(4-(4-8%
A)-2-wbeg ) PRIk %,

E 1-@-FREAXK)RERRE, 8 1-Q-FAEXK)-4-
[(4-(4-BEH)-2-wbot L) ¥ & ok

5 1-QC-®mR)%RERLE, 73] 1-C-®wTE)-4-[(4-4-RX
A)-2-wbe ) P k%

5 1-G-Z8FEEXR)%RERE, 3 -G-ZRATEXK)-
4-[(4-(-REX)-2-sw X)) PR IR %,

51-(2-2 R A)%RER N, BH=8% 1-QQ-Fwh)-4-[ 4-
(-8 ER)-2-wmw X)) FRA]Ik%E —KE%, n.p. 193-195TC;

5 1-(6-RER-2-K)%E R B, F8 1-(6-RER-2-4)-4-
[(4-(4-FER)-2-wb &) FEIk%.
L 2

5y 1 £, K1.10g3-RFPE-5-(4-AEKL)wzE( “B”)
(Hldo, Tilid -FRA-S5-U-RELAURGEARKRACHEAREF
) 4, 50.82g1-2—FRA)%EL 200nl THEFEERTH
TEE, FRAAEE, 55 1-QQ-FRE)-4-[G-(4-fFEHE)-3-
wher A) P ]%%, m.p. 97-98T.

it “B> 5AXTHREAEMFTIHTHNHR:

5 1-(1, 4-k 5 =i -6-X)%E R B, FH=_#& 1-(1,4-%
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IR -6-K)-4-[(5-(4-REX)-3-mbw ) P A Ik, n.p.
256-259°C ;

5 1-4-AEFER)RERE, 388 1-4-AHLER)-4-
[(5-(4-REK)-3-wRE) P E]I%%E, n.p. 2647C;

5E1-Q,5-—K-4+-FRAXR)%RERE, F5 48 1-(3,5-
SR TFTAREAFR)-4-[G--RER) -3 A) FEI%RE,
m.p. 163C;

E 1-U-FPREAXL)%REAR, BH=&8 1-0-FAREX
B)-4-[(5-(4-REX)-3- X)) FAI%%E, m.p. 211C;

5 1-G4-—FREXAR)%RERE, FH=%& 1-(3,4-=F
AEXK)-4-[G-U-REL)-3-mRA)FRA]I%E, np. 244TC;

5 1-Q-RER)RERE, FEH_ER 1-2-AXE)4-[(5-
(4-FFEX)-3-wbwe X)) VA ]I%%, n.p. 210C;

5 1-B,5-—FEA-4-FREAXK)REA L, BH=LHK 1-
(3, 5- =W A-4-FREEXKR)-4-[(5-(4-RFEK)-3-wm ) FA]
v, m.p. 251C;

5 1-C-AEXR)RERE, FH 48 -2-HEXR)-4-
[(5-(4-AFEA)-3-mbw ) FA]%%E, n.p. 247C;

5 1-G-f-5-ZRFPERZ-2-R)REEAE, BRI _L&K 1-
B-R-5-Z R FRAMR-2-K)-4-[(5-(4-REX)-3-=wE) FE]
k%, m.p. 153TC;

5 1-G-FEAFXA)%REEAE, RE =8 1-G-FREX
A)-4-T(-(4-RFEX)-3-wZX)FE]I%%, n.p 232C;

5 1-Q-2X X R)%ERE, AR 1-C2-2AXEK)4-
[(5-(4-RFHE)-3-ww X)) FA]I%%E, np. 239C;

5 1-@-wdX)%ERE, fH-—E8 1-Cw$X)-4-[(5-
(4-RER)-3-w K)PRI%E K4, np 140C;

E1-(4-fEX)RERE, BH_%® 1-4-AER)-4-[(5-
(4-RER)-3- e X)FHX]%k%E, n.p. 181T;

17
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5 1-G-ZRAFEA4-KFEX)%ERE, FHALFLES 1-(3-
ZRFTEAA-FRER)-4-[G-U-RER)-3- T RA)PE]I%%E,
m. p. 2307C;

5 1-QC-PEFER)RERE, FH %R 1-Q2-FREAER) 4
[(5-(4-REHK)-3-mtvg K) FAI%%E, n p. 258TC;

5 1-(4-fFR)%ERE, BE LR 1-4-RFEX)-4-[(5-
(- FHE)-3-oe X) PRAI%%EK4H, n.p. 135C;

5 1-Q- % R)RERE, B %K% 1-Q-%=wE)-4-[(5-
(4-BFEX)-3- g X)) FPR]I%kE—_K4E4MY, mp. 203C;

5 1-Q- R X)%ER 5, FLk% 1-(2-F=wR)-4-[(5-
(4-B R K)-3-vtwe &) ¥4 1% %, np 172TC;

5E 1-G-ZAFEXR)RERE, REAAFER 1-G-=Z4AF
EER)-4-[G-U-REX)-3-%wE)FHI%k%E, np 237C;

5 1-4-FEAEEER)RERE, HALFER 1-(4-FAK
EER)-4-TG-G-RER)-3-wwRE)FX]I%%E, np. 211TC;

5 1-RkARERE, FH 48 1-FE-4-[(6-4-REL)-3-
R E) W R ]%EKSESY, np. 207TC.
£ 34 3

Hgisl 1 £, AN -BERFEAE( “C” ) (Hlde, T
- FABRESEAARREEAFINIFSE, 5 1-C-FREXE)
BB, FEHLRE 1-Q-FAREL)-4-C-HKEEATE)%R%E,
m.p. 158-160T;

#Bi “C° EATHREEAEERBFR TN RA:

L 1-#A%ERE, BHLEAR 1-¥3A-4-C-BEEATFL)%
%, m.p. 181-183C;

51-4-fAEXR)RERE, F3 1-(4-RAFKE)-4-G-KX%K
E¥HX)%%, mnp. 139C;

5E1-2-FPEA-S-REZAFXR)RERE, F8 -dm, 1--
PER--FABAFRA)4-G-BEEXFR)%%E, n.p. 193-196

18
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C;

5 1-C-FRAES-REXR)RERE, FHER 1-C-FAX
5-RAXERA)-4-B-BERXRFR)%%E, mp. 227-229T.
x4

A 100C# 32 B F, 200mg NaOH ( Bl4k) /& 22m]l —H & V&
PHRHEFRAZLET 1ol —HHE PR 1.0g 2-[4-(3-
BFE)E A E R, 0. 72g 4R FAEMBE (boronic acid) .
Sémg W-Z XM TR, RE, ARAPE 150CTREF HH
H L5, AFE, ZRERSHA 50nl F K46 HCL KE R
BHAAREL 10l —RFRERBL, ERBAAKA TR L
EH. BePETIELRFANLE/ ohmE (3:2) ITEKE
EoM. MAFH 1-Q-FRE)A-(P-ZRFTE--KELTFTE)
ek, AHmKMP, R-0.44 (Z®/BH83:2). AHCl Z®MER
e, F5 1-Q-FRA)-4-@-ZAFTES-KEEAPR)RES
Heid.

%34 5

AZ-T8CTF,¥ 5.2nl £T X4, 484 T 8. 3mmol, & AmH 0. 75ml
- X Inl LEERTFTHFERSBEFE 15048. MEMAL
% 3ml THF/ % (1:1) & 1. 8¢ ZnBr. i B REGHLAIH TR,
KiEROVBIE 0S4 ABHAHME, BALHHFA 11. 2ng PACL,
(dppf) & . KRS HEFL 120, ILPHEBANEE
2. AT ER, BERSWA IMHCL EAKAFA AHEK 30ml
LEBLULEERBA, ANARARATRIBRIEN. REASHE
FIrECLEAR 1l LR/ shsdtiTakéE#E 5N, T
1-(2-Eee A)-4-B-B-Ep X)) FX)%kd, hhkEA4edH. AY
(B OMEALEZEHN 1-Q-FRA)-4-G-G-FEHX)FH)%
ey k&%, n.p. 208TC,

%314 6
5 gaks) 3 EM, KN O-ZRTE-S-BEETEK(C“C” ) (4
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o, TEE V-ZRFR4-FEEEARARKRELE HFH ) F£,
5 1-Q-PREAXB)RERAL, £#3 1-Q-FREL)4- -2 §
FTR-3-BELAPR) kA,

B “CC 5UTHRREEMNBEFE THA 5

5 1-FEAREREE, B3 -2 4 (@-ZfFPR-3-HEAF
) kg

5 1-Q2-fEAEAXF5d-5-R)%RERE, B3 1-2-842
AXEkh-5-K)-4-(0-ZfPE-3-BEAFH) gk,

5 1-4-ZRAFEAXR)RERE, B8 1-U-=ZfFPREL)-
4-(P-ZRFE-3-BEERFTR)RE;

5 1-C-TREAS-BAFEAER)RERE, B3 1--FAL
S REAEEFR)A4-C-ZRTFA-BEEATE)RA;

51-2-PRA-S-ZRPRAEL)RER S, B3 1-2-FaL
SEZRFTEER)4-W-ZAPR--BEEATFTA %%,
LA 7

1.6g 1-%%~-2-XvkE4) 200m] THF XR&RAXMA 30ml THF
T 2.75g 3-RFA-V-ZLFRBEE ( “H ) (#Hld, Tilit
S-FTRE-V-ZRVEABRENEAAANRSE 0B 432, #$HhiER
CHAERTRS 4. FALEE, B8 1-92-2-%4-[ (4-
ZRFE-3-BEX)FPAI%E.

Wi “H” 5ERTHREELEMRFH TN K

5 3-AFA-L-FPREAKERE, BH 88 1-g7-2-%-
4-[(@O-FPRA-Z-BER)FRE]I%k%E, np. 227C;

E3-RAFTE-2-ABERE, B L k8 1-8R-2-%L-4-[(2-
£ -3-BEEK)FR]kE, np. 157C;

5 -RFA-I-FREARERE, BHLAR 1-Fw-2-2-
4-[(-FTREA-3-BEER)FE]I%%E, np. 170C;

5 -RWEA--FREABERE, BHL AR 1-Fw-2-4-
4-[(2-FTRE-3-BEEX)PA]I%%, n.p. 145C;

20
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5 3-RFA-3-ARERE, FHL .8 1-Fo-2-% -4-[ (3-
R-3-BXK)PHR]I%E, np 183C;

5 3-RTVE-V-ABRERE, BHL L8 - Fw-2-%—4-[ (4-
AR-3-BEX)FPHAI%E, np 198C;

5 3-C-E9R)FEARRE, UL LM 1-$R-2-%-4-[3-
(2-%9 &) ¥X]%%, n.p. 181T;

53-G-E9RX)FEALKRE, BHL AR 1-¥%-2-%-4-[3-
(3—EmrX)F K%k, n p. 208C;

5 4-Q-EpR)FAERE, B8 1-FR-2-K-4-[4- (2-Kw)
A)F A k%,

5 4-G- X R)FERRE, 83 1-FR7-2-%-4-[4-(3—Kw)
A)FA]kE;

5 2-Q-Fp ) F AL, B3 1-Fw-2-%-4-[2- (2%
A)FEI%%;

5 2-C-E9R)FEERE, F3 1-FRw-2-%-4-[2- (3-%&w%
ESEF L L ¥

5 3-Q-E9K)5-AFERREE, B3 1-gRw-92-%-4-
[3-(2-&mp K )wtog -5-2 92 Ivkk;

5 3-C-E9R)-5-RTFPERREE, B8 1-$ow-2-2t -4
[3—(3—&Emp X )mbor —5-K PR Jvivk
L4 8

# 0.6g 1-(2-FPREFA)-4-[G-XX-3- e L) PE]RE
(CTde ] 1 PHEFH) . 1.8z Akt 50n] T2
HAR 3. KERSWAFFEAL, FRAEALE, 73
1-2-FAFE)-4-[(G-F X -3t ) PR IvkE,

VA F My J ol g s By 3L Kb AR A

AN 1-Q2-FREAEFE)A-[-(XE-2-0RE)PA]I%EF I
1-(2-ZXAXE)-4-[(4-%E-2-bwe &) P A ok

A T-Q-FREXE)-4-[(4-4-REL)-2-sg 2) PR IR

21
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TR Q- REAFL)-4-[-U-REX)2-wR)P L 1%
%

A1-(B,5-— R4 FTREER)-4-[ G- 4-REX)-3-s &)
FTRIRERE 1-3,5-2R-4-BEAFR)4-[ G- 4R EL)-3-
A S SR B LS 8

A I-(-FPAREER)-4-[G-4-RER)-3- s X)) PR I%
FHE 1-RERER)4-[G-U-RER) 3w L) PR %
%

M1-B, 4= FREER)-4-[(5-4-FERL) 3w £) F A ]
hEFE1-3, 4 =B X ER)-4-[(G-(4-RFEX)-3-wr A)FA]
%%

A 1-(3,-=FEA-FTRAEEX)4-[G-(4-RERX)-3-w
B)FRIREMFE 1-G,5-—FR-4-BEER)4-[G-(4-R X%
)3k L) PR Ivkok;

A I-B-FPREFXR)4-[(G-G-FFEA) -3 i) A%
HRE 1-G-BEERA)4-[G-4-RERX)-3-mw ) FL %
%,

MW I-C-FPRAFK)-4-C-REETFR)REHF3E 1-2-84
FE)-4-G-BEEAPR) %%,

A1--FRE-S-REAFEXEE)4-G-BHEAPR)REF3
1-(2-#X-5-RABAFER)-4--BEAFTR)R%;

M 1-Q2-FARE-S-REAXR)-4-G-BEXFTR)REFH 1-
(2-FE-5-FEXER)-4- G-BEAFTH)%%E;

M1-Q2-FREA-S-BREEEER)4-(-RA-4-BEAFHR)
T I-(2-FRA-5-REABEFXR)4-(-RA-4-BEAFTER)
%%

MI-2-FERE-5-REXEX)4-(-FEA 4 BEEPR)%RE
FH 1-C-2AS5-REEXL)4- (- F A 4-BEA PR )%,
A 9
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3 130mg 1-(3-BE¥ X )%%. 53mng 3-E A VaE, 5Tug RT 8
# % 8mg [PACL.(P(AFFXA).}.14 10nl PR F & RAEHA 100C
Thk3be. $ERAERSGMWELHFHETRG, HFHAXT 40nl o
B A NaCl fefei ik, 25 ANMFRARARA TR ik
EHN. $ERLUWETIELRIAAREFEZIH. A 1-(3-
PRFK)-4-G-B¥A)%k%, HwRkA4LH, FAB-MS: M'+1: 359,

AT ZHRBTREGH &
LB A AR

A2 NEBHK 100g X ITHEREAS P g HRA-HAN3 1 =
KEMAERG pH AR 6.5, BLAEHTE, 2ERHIMAY, 24T
BALLEEHTHE. SAPMRTEL Sng FHAS.
L B )

% 20mg X I HEBRRS L 100g K ZIFAM A 1400g T TR B
R, BWERSHBART S HEZ A, FAEE L 20mg FHX
%,
LB C: BRk

¥ 1g X I o9& HRS. 938g NaH,PO,x 2H,0. 28. 48g NaHPO,
x 12H,0 #2 0. 1g FLRAE&E T 9400l —h EBA T H R E®&. ¥z
RAWBEDPH 6.8, KAl 1FALBRXE. AERTAARR
MR,
Lxp D: KE

ALBEATH 500mg X I9ERRSE 99. 58 LEHRRAE.
LB B K H

RERFEH kg X 19 7ERARS. dkg L. 1. 2kg HHFR
. 0.2kg B A 0. lkg ABBRENRSBHEA N, AFOER
@4 10mg FH RS .
LR P GRA A

REAMEAROHHAAN BERFAF LR X LR HNAE
B, LpEEn. o iEBRAEEN QK.
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LA G KE

AERFEH 2kg RN I 9ERBRTRALINRVEEEY, &H
Ik & 0,4 20ng EHRAS.
LA H: 23

¥ lkg XN IEHRBRLW 60l — A XBRERSEINEZERTY, &
ABEHTAEATRAEABLFHTHE. BEHE4L 10ng FHK

a.
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